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[«tfc] TO* 

if m 4 - >f < ^ V v > - 2 - * > i§3»# 
[f*3fc£i] [I] 




N — (CH 2 )n — R' [ I ] 



nt±, 0, 1, 2, 3, Xt±4 ^iL, 
Zl±, CH, 3UiN£^U 

R 2 (i> tK^H^s -NR3r4 a -COR^, Xli- C H R?r8£^L 

g&Sfr-C^ffc J:v^;w^^;H, filiTi^^yi^^'J^ &B.7 )V 
T4 <tv^-7^-;v^ E^$tL-Cv>T^ S$t£tLTv>T& J:v> 
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) 

-e^ £ ^ £ it&mx it -e <d mm m k vtm l ? & 

[fjf^2] sua**, ^nr>nu\ a&Sftrn-c «t ^mr^+ji'S 

0, Xit 1 -Cafe 0, 

CH, X{±N-C*«9, 
R 2 #\ 7K3tMi\ -NR3r4 % -OR5 x -COR6, Xf±- C H R7r8-c& (9 

r3~r8#\ s^iMLr, jtafcHC^ I^$tLtv^UvMS:l7;^;vS 
> Mr )v^r=.)v^ fii7;^^y;vi, tt$tLtv^Uv«7;u*y 

, t^$Ht^tU^y^nil|i7;K^iIt*^^;i'i, Xf*Sife$*L 

WLZ&frbmifizm— xitm%& ixit2m^&xm^tix^xi>x^^y 

n#\ 0. Xii 1 -CabO. 

Rl^\ (1) AmW^, (2) fiiTi^^l (ifi!7;^^Sli, 7x- 

)\,*)vm\±, ^(i)~(iii)<t odc*»^?>atf^**-e«*$^T^-c<> 
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^T;l/rr^v;l/S-eSm$^TV^-C^ J:v\) , W(iii) T ^ J m > (4) "7 

[i7x^;i/iii, ^o(i)~(vi)«t ojS4»^t>atdr^*t?fliJft$ 

ttTv>-c^ iv> : (i)/Nny>^, (ii)fl£»7;i'*;i/* (®<£jRT^^;Hfe»± 

, 3Ui (5) (»«3&3*5*;*l±, 18MT * * *s * * 

Z#\ CH, XliNT^f), 

R 2 ^\ tK^T, -NR3r4 n -C0R6, Xli- C H r7r8-?& 19 

r3~r8^ nv^^ttL-c, (1) Tkmnc^ (2) i&m.Tfr*^m m&B. 

^ : (i) KD^fj/fl/i, (ii)fg:mT;l/n^v;l/^ (iii)T^yS (f£7^/* 
fi> fii7M;Htt^$titv^U^) > (iv)fit7;i/3^y^;v*-;v 

filTJi' n * ~> & tf* ;w * — ^ # ;p J: <0 WL2>&fr bM&ti 

&mxw®:Zftx^xi> x^) , scKCvii)^^^ (Kimai^afeti, i&r 

7;v*;i^-eg&£ti-c^Tk K (3) tt7;^-;H> (4) M 
7JV3^y^i, (5) fi|7JV*;^H m&B.T fr* S >( fr&i. >X<?)(i 
)~(iv) J: 0J&Stfr&*fcStffr**^**3*i<Tv>-c4> J; : (i) t Fo + y^i 
> (ii)fii7^3 (iii)r^y^ (i^r^y^ti, «7;K« 

fijRT;w+^*-CBtft$fLTv>-c«> , (7) fti7;^^yt^ 
(8) i/?vteMTns*fras i->^afi|i7iK;H(i, ^nyy|| 
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9) fefmsM mmmM&mi, &<D(i)Rv t (ii)x*)j&z>mfrhm\xii&& 

S-Cfig|$tLTv^T(>«tv^) , &O f (ii)fg;i&7;l'3*v:*/fl'**~rt'*] ^ (10 
) v ? o r )V * ;v^g^ # sjf — (R v ? n fg;$fc r ;u 3- )vm$ , kKn 

fi (11) ffi3Hai^:lfeflKfc*;i^-ff-^*-C*4, 2 ffifKOft^o 

n#\ 0, 3Ui 1 -C£>*K 

Rl#\ (1) tKs^I^ (2) nfg:^T;w*;i^ CHr> * u \$.@tT )V * )V 
mi, ^60(i)~(iii) «t Vf&Z>$EfrhMl£tiZ>m'CW&-£ftX^Xi> : (i) 
tKn + y;H, (iiM&^^n^rv;^ (fMg:a7;vn* v;i/£f± N i&B.T )l< 
ndrv;uS-e®m$tiTv^T^ J: v^) , (i i i) T < J m , (3) 7^~;u 
S [|J(7^;i^{i, ^co(i)~(iv) J: ^J^^^^ibM^^^tre^^tiTv^ 

y^T-Cg&^tiT^Tfc , (iii)v7/«. ;&a f (iv)&*fc7;l' n v 

frm > x»± (4) «*ift^:*-c*o, 

Z#\ CH, XttN 

R 2 ^\ tIc^^ -NR3R4, -OR5, X»±- C 0 , 

r3~r6^ sv>i:®iLt, (1) tK^JETn (2) mkT)V*)V& [M&Sk 

: (i)t Kn^fyjH, (iiMg^7;vn* (iii)®jRr;vn ^ 

(iv)7x-;H (i^^-^Xfi, i&i7;^^y;i/S-et^?iitv^ 
*>«fcv*) , X^(v)a#SI^:*] , (3) ftiTiH^iH, (4) tSTJVn 

+ ->;i/i, (5) Mr;u*y^;m ; <i >k<D(i)RTf( 

ii)<t «&S^<bMi£*L&*^g&$*LTv>Tfc J:v» : (i)75 (1ST ^ y 
# ;i/**.=wi/&] , (6) y^nfti7iK)H (iy^ofiiTJ^;i/l!i, n 
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^(O&tfUi) <fc 0Jffi*»*»?>StftL4a6-ca*$^Tv^"C<> J:v^ : (i)fil7 
iMg^7^3^v#;W-K~;i^] , (8) nMT^^Se^^-^ 

\£ti&&xw&ztix^xi> x^) > 3Ui (9) lifSlil^^'f-^It 

it ^ 3 mm^t^o 

[0 0 0 1] 

5 ^V'J >-2 &o 
[0 0 0 2] 
[«^&#i] 

*u?t LX? u-~y sfZfifz, &J3 8 k D a«I&I^S„ 
[0 0 0 3] 

p 3 8MAP^r^--^f{i> iilWadNF-a), 4 y?-u4 *y 1( 

i l - i )^<7>2feiti£^ h mwfowM&nx v ux%\m% tizx^x 

^^^SeSt'MLT, ^c7)|S¥^ii • IS^PIpdnRNAO^'fb^^eiii^ 
, p 3 8MAP + t-fe'lt i&iStt^-f YiJ 4 ycDM^^i^^y^i-^M^ 

mmzt^Mcx&mvi&mfrfc^itzmim^Lxte*), P 3 smap*-*— 
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[0 0 0 4] 

p 3 & MAP*i--l£<7)m9Mt LTIi, #^2 000-50330 4^fR 
£4 5 ^y-;H§iifW\ #12 0 0 1 - 1 1 4 6 9 O^^K 1 , 3-f77 

#H 2 0 0 1 - 1 1 4 7 7 9 -^ffctc 1 , 3 - f- 7 V- 
TkTfl , 3 -t^tV-;vf$^ ? , Expert Opinion on Therapeutic Patents 
(2000) 10(1) : 25-37 izj < ^V'-JUfjf^ fcfn-;!/^^ 7 7>t*^ 
3-f7y'J>-5-t> SlalMk tf 9 V*- iltffcK. m7x> 

[0 0 0 5] 

*f5R<fc 4 -4 < /7'J > - 2 -^^M^^tt^-t * ^<7>-e** 0 
[0 0 0 6] 

mm i mm-r & tz *> <o^m 
*%w&. [i] 

[0 0 0 7] 

Hfc2] 



[0 0 0 8] 
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nt±, 0, 1 , 2, 3, 4 

R2«\ tJcSRJBK^ -NR3R4, -OR5, -COR6, Xti-C H r7r8£^l 
R3~R8(i, E^^SlLt, tK^JOK^ tft^^-cv^TU^ftiKT;^;^ 

xfig&sfi-c^-cfc i^msii»*j^f^^i?:ito 

) 

[0 0 0 9] 
[0 0 10] 
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amif bti&o mi&m 7j^^-> ;hh± , n *. ar±i £ , 1 ~ 3 <m l -c 

[0011] 

[0 0 12] 
[0 0 13] 

^f&^wiw-fk^ [i] KfcttSR 1 **, w&ztir^xiiX^&mTfr* 

;l/2£, y7;i, ®H7;l/3*v^ T^7* (^T^/^Si, 1 3Ui 2 TO 
[0 0 14] 

i7JK^i±Ot^I^ $JxJ2\ (1) HFD^ry;H, ( 2 ) fi« 

7;i/n^ry;H (iffl7;^ + ->;u*H, 1 ~ 3TOffi;$fc7;i/:3* y;HtI 
$l£;MTv>T& N (3) 7^i (i7^Sli, ^>(i)~(v) J: «5 jfc* 
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|i7;^;H, (ii)fl£»7/l'#>' 4 (iiiMMT^n^v^wi^.;!/^ ( 

£ti-cv>T£ ivo , s^(v)tt7;^;wiV't^jvS] > (4) #/i/sj?*-> 
;i/^^tf e> ti h o 1£ v * n j£0 r ;u ^ , fll £ tf±fEe&3£ * > 1-3 

[0 0 15] 

mt LTtt, Wxtf, (1) '>ny>JKT\ (2) - foi, (3) ftl7;K 

~ 31Htf>2kt?«&$*LTv*-C& i^) , (4) ISiTiVt-iH, (5) vT7 
(6) tKD + y;H, (7) fi!7iV3 + y;H (i®l7;V3 + v;Vi 

XteH&£ 1 - 3fliO*-Cil»$tL-rv>T4 iv»), (8) 7^i [17^ 
*J±, ^0(i)~(iv) J: *) flL&mfrbMtfti&m— lXf±2^HO&-C 
g&£*i-cv>-c& J:i/> : (i)fe^T;v^;v^> GOiUfcTfl'* y >f >Hk (Hi) a 

) , l^(iv)fi|7J^;wjwt-iH] , (9) 1Sl7;v*y^^ do 
) *;v#+y^ (11) fili7;V3^y*;i/^;vS, (12) #;w-?^e-f 

m%z> iXte2m<nm"CW.&Zti>-c^r t> £\<* : (i)tt7iv+;H (»fi»r 

* nf£jft7/Hf;i/2fe] , (13) fii|7;^^f*i, (14) &mT)V*)V7, 
)V7 4=.)V^ (15) fijRTM^fl'^i, (16) 7x^i, (1 

7) fh5/^*, (is) mi^^gm^*-^* 
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i&m T)v* )^mk m&m. T)\<u**si])v x %m &i% & m-x 

[0 0 16] 

-ft )V )V^mf h ti, Mfclfi K t± * ^ n 'J v - ^ # ^ ^ 'J ^ 

[0 0 17] 

hoi, ®t7;^^i, yr;s, hkd + v;h, t</&, t»7;v*; 
IEg&S£> l~3MLT^tii<, «Jfe3£»rt*2fflm±0:|&£\ #g#IS 
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[0 0 18] 

jf^mcnmiit^'®) [i] r 3 ~r 8 ^\ gm^nT^Tk cfcvMg:mT 

Ko + y;H, (2) fiftTJ^ + y^i, (3) T ^ ^ & (|£7 3-y*f±, fg; 

/^ilii'ti^f*]— Xti^^^. lXti2j@<7)-eS^^tLTv^-c^ «fcV/>) , (4) jg; 
^T;i/3drv^;V^~;V^> (5) vy-nfg^T^^ njg^T^* 
tKn^yjH, T<sm, TbSfU totf* «t "3 ibjitfft 

-611— XI±Hfc& 1 ~ 3ffl036t?flHft$fL"Tv>T<> <fcv*) , (6) 7x-jvi ( 

I7x;jhu, ^(i)-(vi) «t *)j$LZ>m-frbmz*-z>n—x\t&%2> 1 ~ 3 

<@<7)^-cg&£*L-c^Tk ±v> : (i)AnyyHf, (ii)fit7;^^ vA-X, ( 
«£v>) , (iv)fiH7;V3^y*;i/**-;H, (v)#;ws-^;i^ ^^(vi)^^ 

=.)],% jutf-jug] , (7) c»a*m^:3fei±, -^(OMv) x 

$ m&mfrbm\xtiz>m—xi*m&& 1 ~~ 3m<v&-?w:&ztix^xi> x^^ : a 

)ffl7;KJH m&B.T )V*)vm±, l-3I<7)tKn^y;Hti^$^ 
t^TUv>) , (ii)tKD^yjH, (iii)r^y*, (iv)1&jRT^3^r">* 

[0 0 19] 

^#w^(±, ey^/Hfe, e^v-Ji^ tf^ 

'jy;H, t'n'jy^jVi, -f-i^wi/^^tf £>*l&o 
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[0 0 2 0] 

;i/^;HII±, 1 ~ 3 fiO H F n ^ y ;i/Stti$ tit v^t i J: v>) , 
[0 0 2 1 ] 

mmmm^mtLxa, mm. -ffixu&mmmLx^xbx^, m 

^1I3fit^&^W^*U jy^Cti, If'JyiVi, e^'Ji^^i, fn'jy 
[0 0 2 2] 

$tz, R3~~R&mmm^xwmztifzT < ;mx&&m&, mmmm^.& 
tLxit, mm, -mx^^mmLx^^x i> mmw.^, mmw^ik 

if hit, jywcti, if'jy;H, fcfv s^-n^ tf^ v "bti 

[0 0 2 3] 

R 3^r8^ it^tLt^t^) j:v«7J^y ^mxJb&m^, m&mrr 
y 4 )um±<DW&&t Lxn, mm, bKo*yiH, i&m.r ^ ^ * ^ 

ffifrhmi$ti&m-xiz^%& ixte2mcomxm.&2tix^xt> x^) , i&m 
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[0 0 2 41 
[0 0 2 5] 

m^&tLx^ wins. ~uxi*£^mmLx^xi>£^, mmw^, mm 

mtmifhti, M,m^ii, e>jy;H, 

if htl&o 

[0 0 2 6] 

R3~R8^ gj&£tiT^-c& J:v>y^ n«T;i^;l^-C 5 
t«7;^ + y^v#-^i, IWTi^i^i^t^iHi 

&m-xn^%2> ixi±2m<vmxw%!:Ztix^^x i> iv^) ^mfhti&o r 

[0 0 2 7] 

& , R 3~ r 8^1tStSI:£Sfim # 4 ^S"eit $ v ^ n T ;v 
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tu^ saints «*JK^cmji^*^atdrtL* l-aiB^*^^* 
6naio#5iKoa3(Eais:*^»ft>^ jM*Mfcti, tr^v^s, tfv^y- 

[0 0 2 8] 

r3~r8#\ g&£ *i 4> «ti/»7i — ;HlTab&*&^ |7xiJi/SiW 
Hit Ltli, 0OxJf, <B»7;l'*;i'*, HKn + yjH, ft|7J^ + y^ 

r^y^ (I7<yiit iX{i2l@<7)fg:07;u^;i/^T*gm^tLTv^-c^ 

^TU<, g|«» ? 2 fm±:tf>»£\ #gm»i|5l--3Ui#|&o-Cv>-r & «t 
[0 0 2 9] 

R3-R8^ gm£*lT^T& iv^lff^t*^^, Mli^iH 

, ^'/'Jivi, fo'jyzjH, ^e;v*'J-;v*> **-9-v*'J 

S:i±omi: LTJ±, 00 AWT, filTJ^iH (»fijRT;i/^^*ti> 1~ 

*;^*-;PWfffp>tL^o 0fl*.lf±KflMft**, 1~3{® 

J: v^ 0 

[0 0 3 0] 

r3— r 8#\ $ tLT T «t v> v ^ n 7 ;u * ;Hfegg| * sK- ^S"? 
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[0 0 3 1] 

r3~r8^\ g^^tLTv^-C^ J; Wi~;l/*g}&#;l^~^*tr&&i|f£\ 

-oi^* «&i¥^S{£n£iwi-x{i#i&& ix{i2f@<7)»-eg^$^-cv^T 
x^x$>£<, m&mk&2m&±<vW}&, #gm»ii*i-xi±#ifto-c^T& 

[0 0 3 2] 

> ^^^^Bfc^^-^^Sti^^ 1 -3^i<7)^JmT-«r-^tr. -91 

~3MLTv^T& J: < , ®&^ifcrt ? 2 ffl£JLttf)J»£\ #flKft*Hiq— Xti** 
[0 0 3 3] 

SC^ g*&£tiT^-C*> J:v«7;KiH, g#l£ tLTv^T & «£ H^RT/un 
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NR3R4, -OR5 a -COR 6 , Xlt- C H r7r8-c* 0 , R3~ r8^ v ^C?$ 
SILT, tK^T", S&S*iTV>Tfc JiHBdftT/l'*;^ l&MTfrfr-frm, 

•>^nftiR7^*^, sm^^tTv^r*) x^mmm.^:&, w&ztix^x^ x 

10 0 3 4] 

XW&2tlX^Xi> £^s<y-t£>mx$> t) > n^OXIilt^^ Rlj&*(l) 
zKHf^ (2) )i>*)i>m (ifti|7;^^Sli, 7x^;vi«$li 

t^tiiv^) , (3) 9 s9ujgMTn'*n'& iWs? um&T )V*)vmx, >X 
©(i)-(iii) J: «9 ^*#^e>Stf*L4*"C«lft$*i."Cv»-c & <£ : (i) n Kn* 

afe-c«!fe$fL-cv»Tfc , alienors yi) , (4) y^-)im my 
i-;i/g£t±. ^(i)~(vi) J: •3dt&^p>atffL4ife-cflijft$*L'rv>-c<> «fcv> 
: (i)^ny>^ (i'Oi&MTfr^frm (itt7i^;Hii, ^oyygf 

ZtlX^Xk «fcv>) , (iii)vTy*> (iv)»T;l/n^v;vS> (v)T^7* ( 
i7^Sl±, M7J^;««7iV^;^;^-jHJ: Qmz&frbM 
tfti&mxw.&Zfrx^xi>x\,>) , ati f (vi)«3RSll^:M»*;i'#-;i'afe] > 
Xti (5) *3llf3i5« (&«*Slb$;*»±, «7;^^y*;i^f-;Htm? 
ftX^^Xi> X -e*«9> Z*«CHXt±Nt?ab«9, R^TkftH^ -NR3R4 
, -OR5, -COR6, Xf±-CHR7R8-e*>), R3~ rS^v^S^ LT. 
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(1) 7K«ii\ (2) m&T)ls*frm CittTil/^r^Sli, ^CO(i) ~ (vii) 
X tom^^hM^ti^&^m^^fiX^^Xii J:v> : (i) t: Kn^y;!/!, (ii) 

X, (vi)7x-;H (f£:7i^;i^i, ^ny>|^ jliTi^^y^S, & 

i>X^) ] , (3) %MLT)V^=-)Vm, (4) ftftTJ^^yiH, (5) f&0 
ti&mxW&ZtiX^^'Ck =tv> : (i) Kn*>>;i/g, (i i)ftg7^n * v;i/& 

^-)],m > (6) #;ws-^;i>^ (|£#;ws-^;i^(± N j&^r;v^^«-eg 
&£*iT^Tk ivO , (7) ftH7^3^ytH'JiH, (8) 

i)iit7J^iH m&cr^^^mu 7 ^-)i<mx*m&ztir^xi> x^) 

, &tf(U)l&&7;i'3*v;&Jl'<-K-;i/3k] , (10) z/ 9 ujgMT )]/*ns&m& 

£Sf^M^*L&&T*g&£:ftTv>T& i^) , Hi (1 1) mm^MW^k* 
;v^;Ht*4(>0 3^»f <b ft- & o 
[0 0 3 5] 

Sfcfc, do?*,, X LWfc^.fc ITU, IRA^nr^JSR^X^ig: 

£ftTv>r& J: v^>-tf>g|-e& *K n^OXtilT*^ R 1 ^ (1) jJcStJOK 

i\ (2) i/fvmkTfr*)^ m^9ui^m.T)V^)]ymt. 

«t •j^4»^t>atf^4*'CllSi$^Tv»T*> X^ : (i) Kn + yJH, (ii) 
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-C^T^J:^) , RZf(iii) T ^ > (3) 7x-)H CIS? ^-^fi, 

^(i)~(iv)«t vmz&frbMtfti&^w&Zti'C^xk iv^ : (i)^n) s > 
JIT-, (ii)fii7;^iH (f»MT;i/^^S(i, ^nr^i^e^ftT^ 
T^J:v>) N (iii)vTy*. S.^(iv)fg:^T;V3 Jrv;l/^] , Xt± (4) 
ataOfc-Cfc *K Z**CHX»iN-CabO, R2***3RJK^, -NR3R4, 
3Oi-C0R6T'fc*K R3~ r6^hwc®3Z It, (1) tK^T", (2) 16: 

W&Zft-X^^Xi) J: v> : (i) \l Kodp ->;V^ (iiMft^T^n^ v;i^ (iii)ffi 

frmxW&ZtiX^Xk J:vO , S:^(v)m^^3 . (3) MtT;^-^ 
(4) ft|7)^*y)^ (5) fttTi^y^iH (ifil7;v*y^ 

& (illl^lli, >X<D(i)RXf(ii)£ bMlfti&mxmmZft-X 
KU^:(i)fift7H;H (lii7;^^i(i, 7 i~;i/*^g#|£;ix 
t^TU^) , ^^(ii)ia®T;w=/^rv*;v^-^*] , (8) v^nftST 

^ ^j^^lf^ibii^^^-egm^tL-rv^T £ X^) , Xli (9) 
:£*g$& ii )\< * rr. )Vmx h Z> i> CO ^m^fh ft & o 
[0 0 3 6] 

o 

[0 0 3 7] 

^fWm^mt^ [I] Xli-eolIWt^fL^ ftti^ P 3 8M 

AP*^--tf|fl#fiUE*^r-*-*o ©£oT, *5!^©§Wft^« [I] xti-e^^ 
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m±rmm. mmmm^ mmmm^, mmtmm^ mm&, mmmmak 
m , &m&mmB mm&xm&> ?u->mm , mmmmmm mm, 

mm, Mm&, mm&. . &mmm& (#s 

mm&. 'ifvh-m) , -> 3 * ? ay?, x > k h 

^v>v3-7^#) , oittufiu mis. , jtiflitt^m 

[0 0 3 8] 

, [i] mw^fL^ia 

77j^ y^KEL *x>gfc£, ^>-tf>*;v 

[0 0 3 9] 
[0 0 4 0] 

[0 0 4 1] 
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1 -IfO^ M, tiCiot^^^^ II lBI^O. 003 
~30mg/kg, t *) t>lf1ft 0 . 0 1-10mg/kgSSJ:t^«IL 

[0 0 4 2] 

*&WlzXtHf, ^iOSWMft [I] fi, TIE CAfi] ~ [Dfcfc] 
[0 0 4 3] 

^SSW^gfiMfc^ [i] <?H^> ntf*o-c*ij, Ri^TK^H^-e**— «t 
5£ [i-a] 

[0 0 4 4] 

Mb 3] 




CI-A] 



[0 0 4 5] 

[II] 

[0 0 4 6] 
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[ft 4] 



R— O— R 



T 



[0 0 4 7] 

-r^Sft&ft^t, -ASsS [III] 
[0 0 4 8] 

[ft 5] 

[III] 

NI=C=0 




[0 0 4 9] 

*a&§^ft> itMt^itt:J: 0»tf&-f 

<3 <?> o 

[0 0 5 0] 

i?£&v^l£-C&*Uf «fc < > Ulitlf, f f7tKn77>, ?nn*;UA, i&ft 

v^^-9*>, St^J-i^K jc-t-;u, h <b *l£o 

is»i, -2 o~8 or, t »> *>&to~3 or-effaicjiff-rso ifc, smi: 

[0 0 5 1 3 
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— [I I] (ORl3(tSfitT;^;Hi:Ltii, Witlf, 
J-^-^S, 7°ne;v», ^;v*^^tf hfrZ>fr\ z\(Do^, tTfr^ 

[0 0 5 2] 

[B80 

*iswoiW>fb^» [i] hkbS [i -a] t^^ii^^w^ 

fl^«n±, [i -a] -e^^tt^jb^t, [iv] 

[0 0 5 3] 

Y-(CH 2 )n— R 1 [IV] 
[0 0 5 4] 

[0 0 5 5] 

[IV] Kjstt* Y^nr^JK^***^ *R(&I±, mm*, 

»JSE-C*tLlf J: < , y7fHM7U\ yVf;^;V* + y h\ 1 

->f;ven'j K>, l, 3 -v^f-;v- 2 ^ ^VU yV y^j&^f bti%> 

er t-rh^yK, rf-ZHJ A, U f A yM V tf ;i/7 5 Kf ff 
<b*L£ 0 #&Jfcl±^ -20-1 00°C. t «9t?lt0~3 0*CT?«Fi!^jiffi-*o 

[0 0 5 6] 

[IV] iz$Wr& Yrt*fc Kn + y;vSt^Si^ *£JE&»±, 

ttiIiE4# 2004-3038203 
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^-v: 23/ 



muMRvtmmtmnft&T-cnMi- § * 0 mmtLxit* bub kjs 

7ii^7«f>, h V 7 ft a 7 4 V } ) * -f-frftx? 4 >^&mf h 
ft Z> o ffrlkf tM tltli, ffl x. (i\ T V v # ;v ** ^tyxf;K r V v ij )V ft > 
1, 1-rVfcT;* (N, N-^fWA7U*) , 1, 1- ( 
777*iH^;i/) y^'J v>-I^Wb:ft-&o #RfSt±x -3 0-10 Ot 
, t *) fritO- 5 ovr-tftM^mjIr&o 

[0 0 5 7] 

— JRS; [IV] iz&lf& Y&Z7K Kn + v#9-^S-C*S^ ^SJSii, 
lit, ttl^SftT, MO#6Ttiltl.; ^ s T'l^o vt^tLTfi, 

I I) m&mfbti&o Mtltli, 01*. If, h'jxf^rr/, yMV7'n 
t:;i/xf;V7r/, 4 - ^ ^^^^ft 'J >\ tT V v ^rt^f fc*L&o ^S/Sti 

, - i o~ i o o°c, t ^ ^tt 2 o~6 ot-eifatiifft-So 

[0 0 5 8] 



^|§0^<7) gWfb^t/ [I] Z^CHt**), R2^-NR3R4, -O 

R5, XI±-COR6t?*&— *5£ [I-C] 
[0 0 5 9] 



[It 7] 




[0 0 6 0] 
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(^ff, R21(i-NR3R4 > -OR5, Xii-CORfi^l, ItiJOfe-^iiHuffi 

r^Sft-Mb^ti, [v] 

[0 0 6 1 ] 

lit 8] 



[0 0 6 2] 

T^sft&lb-S't/^ [vi] 

[0 0 6 3] 

[ft 9] 



[0 0 6 4] 

T^^tl^^i, ^ [VII] 
[0 0 6 5] 

Hfci o] 

Na-O-R 5 [VII] 




CI 




[VI] 
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[0 0 6 6] 

T^^^fl^tK [VIII] 
[0 0 6 7] 
lit 1 1 1 

H — R 6 [VIH] 
[0 0 6 8] 

[0 0 6 9] 

it&® [v] tit&m [vi] t<DKmi*. mm*, mm, wmmm 

jSE-CabftWrj: < , ^lx.(^ ^^yx^>, v^^r^> 

t e r t - ~/Y * v K, *> ') V A tert-7KvF, U "f- V & t e r t 
h 'JifiVT^ £>*l& 0 ^WJt LTti, 2, 2' - 

tf* (y'7x^77^) -1, 1' -\fi-7^-)l<m&mfbtl2>o*fcfB 
(i, 3 0-1 5 Ot:, fc 0 =btf 6 0 - 8 O'C-eSFSKjifrrSo 
[0 0 7 0] 

It^tJ [V] [VI I] fcO&JSH, 

^y_;V^^^f i^tt^> 0 2KRjfct±, 20-150 t^lt70-100t 
[0 0 7 1] 
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it&m [v] t-wntRmRmti?® [vm] t<DKfcn, mm*, mm 

1* -tfX (y7x^W7>7^) 7iD-fe>, 1, 4 - fcf X (^7x-W 
77^) ZT?y, 1, 3 -^X (y'7x-;m7^) F'j7x 
^;i/^X-7-f >*0*Wt>*i;&o *£JdI±, 30-250 «3 =btt 8 0-1 

[0 0 7 2] 



jftS; [ I - D] 
[0 0 7 3] 



[0 0 7 4] 

R22ti-NR3R4xf±-OR5^^L> flU^fE-^iiiiufS IW]-^^** 
^1"£ 0 ) 

■c^$fL*<k^!»»i, [ix] 

[0 0 7 5] 



[<ft 1 2 ] 
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[fb i 3 ] 




[0 0 7 6] 

-e^£*i&fl:^tit> [vi] 

[0 0 7 7] 

[ft i 4 ] 



Hi/ [VI] 



[0 0 7 8] 
[0 0 7 9] 

Mb i 5 ] 

HO-R 5 [X] 

[0 0 8 0] 
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-e^ $ ft. * ffc^W £ RJfc £ * -5 £ £ X <0 m^ir 2> Z. t § h o 
[0 0 8 1 ] 

[ix] tit&M [VI] fc^RiStt, ^f-c^i&-f&- 

fif(>nso #acEti\ o - 1 5 o°c, t ofctts o~ i o or-cjifiitwjiffi" 

[0 0 8 2] 

il&m [IX] Mfc£-*» [X] b<DBLl&&, vf^4>> ffi*^^T-eilife i t* 

it^t^o mmtLxit, KfcAzmmzm%^*^mmx&ti\££<, m 

F'J7A, 7J'J-7A t e r t-^f+vK, V ^ A^ri^ffc ft&o 

#RtS»;j\ -3 o-io or, £: ») t?tto ~3 orxitfjlKiMTl-&o 

[0 0 8 3] 

^B^cog^t^ [i] t±. ±&mn< Lxnbtifzit&vo^mR 2 *, £ 
?> k i w t -r a fl&og&ak^gi-r Ktiaot^ s^-r * - 1 § 0 - 

«fcv^\ WAtf, TIB (a SO ~~ (g&) O-t 1 KmiM1r2>z\ttf'C£2>o 
[0 0 8 4] 

( a m 

*HWWBWft^» [I] f>7*K Zt5 s CH^&*K R2^-NR3R4-c&«9 
, R3®:(^R4^jfc t;7 ] c ^^--r ; ^^-^ [1-1] 
[0 0 8 5] 
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[ft i 6 ] 




[0 0 8 6] 

& $ ;i/£-C* & — [1-2] 

[0 0 8 7] 
Mfc 1 7 ] 



[0 0 8 8] 

5 or, fc o*>»t6 o-8 ot-c^icifft^o 




[1-2] 
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[0 0 8 9] 

(bri) 

^mn(D^mt^ [I] ^^^^ Z^CH-C&*9, R2^-NR3R4-e^0 

v^r^ ctv^i^^mm^^^-^*-^*^-^ [1-3] 

[0 0 9 0] 
[it 1 8 ] 



[0 0 9 1] 

XTFZti&it&m, W\ Z^CHt^^ R2^-NR3R4-e^l9, R^lfR 

)V^-)\ymxh^-m.^: [1-4] 
[0 0 9 2] 




ffi|E# 2004-3038203 



#® 2001-324029 



^-v: 31/ 




[0 0 9 3] 

^StL&fls^l&fi, [I] ©Hw-M [I-l] ^ 

$*L<Mfc£^fc, [x i ] 

[0 0 9 4] 
lit 2 0] 

A-R 41 [XI] 

[0 0 9 5] 

[0 0 9 6] 

^ ^y^n^iwrA 4 -^f^-t^*'; ifVW3W£»f 
fbft& 0 ^Rffrii, -4 0- 1 0 0 t\ Ofctt- 10-3 Ot:-Cfflf»Kjifrr 
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[0 0 9 7] 

&vn§$^&*U£J: < , #!lx.J£\ i^fc^W^ ^on*;i/A, ff7tKn7 

y^fWA7< vm^mfhtiZo m&mtLT&, wz.is, i, i 

' -jj )\s^~)V~Jj ^ fry*-))/, l, 3 - v n^^r 5 h\ 1 

- (3 -y^f;V7 S J -7°n tf ;v) - 3 -xf;v*;u*y^ 5 K • 
ifbtiZo^Kfcl*. -40-100t, t 0 frit- 1 0 ~ 3 ovxumKmn 

[0 0 9 8] 



, R3^t^^oTR^ftl7J^;vIttf$Jii:v^Uv^;^ 

[1-5] 

[0 0 9 9] 



[0 10 0] 

XTfsZti&it'tmte, ^i^lKlit'&ll [I] co^ *)<7)— ^ [1-1] 
Zti&i^mt^ [XII] 
[0101] 



(cm 



lit 2 1] 
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Ut2 2] 




[XII] 



[0 10 2] 

^nn*;^, f h7 t Kn7 7>f ^W^^o [XII] <£> 

, *) folfffii L^o %?z, *KfBi±, -20-100 V, t 

Ofctti o~6 cc-csfatwjifTi-^o 

[0 10 31 

iTt, [i-5] "?mzti&i£&m*. mm^> [i-i] ^ 
ztthit&mh v [xi i i] 

[0 10 4] 
[ft 2 3] 



[0 10 5] 




,10 



[XIII] 



R 
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nn*M, 7^7li KQ7 7 "btL£ 0 ^^JSti, - 2 0-1 OOt 

, <h frit 1 0 - 6 OWftmKMft-t&o 
[0 10 6] 

ttz, [1-5] -e7F*tl2>it%%Q<7)*)1b^ RH^mm^v^-DXR^ 

Hm%kT)\<*)i>mx~3bZ>it^&, [i-i] ■e^SfLSffc^fc, - 

A£5£ [X I V] 

[0 10 7] 
[it 2 4] 



II 

o 



10 



[XIV] 



[0 1 0 8] 

Fo7 7>, iklt*J-U> y ?vu*)V&^tfmfbti& 0 -2 0- 

loot, t «5*?tt 1 o~6 or-csfoi^ji^f-r^o 

[0 10 9] 

(d&) 

**93<Z>BfiMb£ , 4& [I] <^9^>> Z**CH"C*0, R 2 ^-C0R6t*i}, 
R6^h KDdry;Ht^^-K [1-6] 
[0 110] 
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Ut2 5] 




[0 111] 

(5^, ffi-^{±frfBi:|WI-<7)iSi*«r^r1-*o ) 
^-COR^-c^^ R6^fg;0T;v3^ v;i/^-e^^— ^ [1-7] 

[0 112] 
Ut2 6] 



[0 113] 



[0 114] 

(efcfc) 

^i^gi^t^t/ [I] ?)d*>> Z^CH-e^>(9, R2^-COR6-e^>l9, 
R6^sg^^fLTv^T^ J:^T ^ ^ [1-8] 

[0 115] 




[1-7] 
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[0 116] 

-ZTr^ti&it&mt, [I] <?) [1-6] -e^ 

[xv] 

[0 117] 
[ft 2 8] 

H-R 61 [XV] 
[0 118] 

1, 3-vv^nA + yj^;i/,fyMU\ 1- (3-y><f^7U^n^ 
) - 3 -xf;M ;v**~>M ^ K • <bn&o *afcf±, - 3 0 - l 

oot;, ^ «9 wo ~ 7 o rwit^iitTi-^o 

[0 119] 

(f m 

^mcD^mt^m [I] <V7*>, ZtfCH^Jb*), R2^-CHR7R8t:-& 
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0, RltfTkmm^'e&oXRHst Kn* v;v*-e*^— tfbS; [1-9] 

[0 12 0] 
[ft 2 9] 



[0121] 

t^£ti£ft-^f±, ^^^i^fb^-t; [i] <do%<d— [i-6] xt± 

[1-7] -cmztizit&yti*. mm*. Myt-r&^tizx^mm.-r^^t^x- 

f7tKn77>, yif;kx-fi^fif £>ti£ 0 M7n^Ji Lt(i, Mx.(f 
> ^iift'ji^AT^ TKltft*^-^ h V ^ a, jtafcft*** 1 ;^* 

[0 12 2] 



#§&9!?>§#Jft^t/ [I] <0-9-t>, Z^CH-e*!), R2^-CHR7R8-e^ 

I - 1 0] 

[0 12 3] 




OH 
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[it 3 0] 



h*c. r8I 




[[-to] 



[0 12 4] 

Ef*^Wi"^o ) 

■e^$^*-ft^!»»±, *HWOBWft^» [i] ^Ho-K [i-9] -e^ 
ztizit&Vot, [XVI] 

[0 12 5] 
[<fc3 1] 



[0 12 6] 

>l$5&*^7 fbtL^o Ltii, Mill h'jif^rr/, -/Wv7'n^ 

, -10-6 Ot:, »> t>tt0 ~ 3 OV-tfftmKMft-t&o 
[0 12 7] 

±i£co [Afe] ~ CDS] XJi (a&) ~ (gv£) ort< LX&btiZ*f£ 



,81 



[XVI] 



mtiE# 2004-3038203 



#11 2001-324029 



^-v: 39/ 



[0 12 8] 



[0 12 9] 

JKfMb^ [II] ^ Wilf, JSLTOi^HLTJSlji-raifc^i^o 

[0 13 0] 
[ft 3 2] 



[0131] 

ib&Vn [1] fctKn + y;l/7^^M^ft [2] «r«i3fii"&RJSH, 
*U£<£<, 0(1 xJf, y * y -;i/^Wk*i& 0 o~i 

5 or, t «3*>tt6 o-8 or-e^iitcii^fi-^o 

[0 13 2] 

It^tJ [2] hl-y)^n>j Ka>Mfc£^ [3] vf^4>> 




NaOR 



N^Z 
R 2 ™ 
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^mm-e&tttf X < . Mx.f£\ ^t^W>, ^nn^A, rf7tKo77 
Y)V^-ym^mf htt&o ikmt LTii, $JxJ£\ fjxf jvrr/, 

, t wto~3 orr^it^jitft-^o 

[0 13 3] 

[3] bittern [II] [3] t 

■r v >j7A7]^^y YbZKfcz^tztk, m^vm.ir&zbKx nnmt&z. 

(i\ j^y-;K v^^r-^>, f F7HKn77>, v^b+v^ 

, -2o~6o°c, t t>no - 3 ovxtf-m^mfti-Zo 

[0 13 4] 
[0 13 5] 
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[lt3 3] 



o 




[0 13 6] 

it^m [4] bff-frVf-*? ^frhit&m [5] S:»d£-r*SJCDt±, iSflW'"? 
ftffb^o ^£Oi>fi, - 90-01C, t *) t>tf- 6 0 ~- 4 ovx-ia-m^mi 
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[0 13 7] 

ik&m [5] frbit&m [6] s.c/ [7] *mxii&m [8] ^sajt-r*^ 

t±, ±&Lfc, [1] frbitte®) [2] [3] [II] 

[0 13 8] 

[8] Mb^U [III] bit^m [9] Srgairr&RfDfi, ±IE C 
[0 13 9] 

[9] [IV] frb\tte%® [V] SrjRjg-r&RtEtl, -hfB CB 

[0 14 0] 
[0141] 
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4] 



H 3 C 

H 3 C H 3 CqpCH 3 H3 °' N T^ H3 H 3 COOCH 3 

mi 3 H3 °y^ch 3 



O [12] 



S 

H 2 N A NH 2 



[10] 



C 4 H9— Sn OC2H5 



HgCO OCHa 



CHa 



[16] 



CI 



H 3 C 



S US] 



H,C 



[13] 



Ha 



HO 



CH 3 



O 



,OH 



N 



M M N N 

H 3 C^ ™ H 3 C' S 1181 



CH 3 



— N^N 



HgC 



NaOR 



I NH 

N >f N [21] 



[III] 



RO OR 



H 3 C 



[IV] 



H 3 C 



[20] 



[23] 



n4 



I 122] 



[IVJ 



^-(CHaJn-R' 



II 

I [IX] 
H 3 C' S *0 



[0 14 2] 
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it&to [io] tit&® [ii] frhik&W [12] SrUijtTaRJSJi, « 

nigflf-cfcfLtf £ < . 0Ox.tf, ^y^ , /, y**-9->^a*Wfc;h.& 

0 ^£OD(i, 5 0-1 5 Ot, »)*>tt8 0~ 1 2 0"C-C«Foi^3lfTi-4o 
10 14 3] 

[12] frbit&m [13] Sr»Ijfi1-4S(&t±, flSjKf, it&VS [1 2 

&o Mi LTti, ^!lx.(i\ th'J F+y K\ *»k^ h V 7A, # 'J *7 

A t e r t-yKyFf«f>Wo T^MfcSU LTti, 3 
7^f^, v^;i/fism«^f <b*t& 0 0-1 00t, t<0t>it 

30-70 "ct?«fatijiff -r*o 

[0 14 4] 

<k^ [13] frbit^W) [14] SrM1-*SJC&J±, iWWt 

o wttLxii, mz-ii, mm. mm, p - h *ti>**w&ft*mf 

bti&o -10-8 0t, t *) t>V0 - 3 0 'CT-JfffiKiifrt&o 

[0 14 5] 

lk^% [14] (i, fk£-» [is] frbik&m [17] £|£-c$^1-&^ 

[0 14 6] 

<k^W [1 5] ttt&m [1 6] ^<Mk^tf [1 7] SrKit-riRJSti, *«E 
m-h^fhiiho timt LTJi, #iJx.(^ tT* b 'J 7x^H7 7^ v>7 

o 50-1 5 or, ij *>»t 7 0-9 oxz-cttmKmtf-t&o 
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[0 14 7] 

tt&m [17] frbtt&m [14] SrKai-r&R*Dt±, ±&Lt^ ffc-gMfc [1 
3] frbit&ty [14] ?r^it1-^SCD^|sHi^LTlliii-^-^^'e#^o 
[0 14 8] 

[14] frhit&m [is] m [i9] *mxvc&m [20] *w& 

IrZJjmi, ±aifc, ffc^r% [l] frbitte® [2] £tf [3] £*lTlt£-t/ 
[I I] «r»ijt-r^^i:^^tT^Jfe-r*ifc^"e§*o 
[0 14 9] 

ffr&fc [2 0] Mfc^t/ [I I I] frhit&m [2 1] *«ljS-r*RJS»i, ± 
[0 15 0] 

[2 1] frhit&m [2 2] *»i&1"&R€»l±, 

it X < , mx.it. 7X> fb5kKD77>, v^^r-9->, ?nn* 

i^, m<k^^^>#)6 s Wb^*o BMfcflJt LTtt, *^rV> (j^p°p^> Du 
Pon tttUi) , ***nnj§£jg.#Bft, jS^bdc^^tf <b*t4 0 

, -2 0-6 or, 1 0 *?»t- 1 0 ~ 3 or-cjiKitwjiff'f&o 

[0151] 

Ifc^t; [22] bit&to [IV] frbit&m [IX] RJfctt, ±IE 

[0 15 2] 

4t&to [IX] W\ [2 1] frhit^m [2 3] ££I-CSBi-f i: 

[0 15 3] 

tt&m [2 1] ifl^tJ [IV] frbilC&m [2 3] *«3ti-*RjS»±, ±fi£ 
[0154] 

[2 3] frbit&m [IX] Sr«a&i-SS(5ti, [2 1] frbit 

&m [2 2] S:i!ljt1-*R(&i:Hfll^tr||Jft-r*ifc**-t?#*o 



tbiE#2 004-3038203 



#SI 2001-324029 



^-v! 46/ 



[0 15 5] 

-i-tm, i&mr )v * )v * 7 j -urn, i&mr ^^^x^^-^^tiz, %zm%k 

tz, i;?u\%.m.T )V*)\<mt\$, ^f|[3-8Wy^o7i^;H^ML, U 
[0 15 6] 

£ f 0 Pi -r & i> <d -e (± ta ^ o 
[0 15 7] 
[Hifefll] 

HM0O1 1- (4-7)^D7x-^) - 5- (tfVv>-4-^^) 

- 4 - A X VV) >-2-*> 
[0 15 8] 



tB|iE# 2004-3038203 



mm 2001-324029 



^-v: 47/ 



at 3 5] 




.NH 



[0 15 9] 

2, 2 - yx - 2 - if 'J y> - 4 - >f A'xf ^rr/ (&fa##09 2-e 

^btiZit^) 3. 0 0g4fh5t KD75>3 0mlCj|* i L^j§$*7K 

fSifc**JEift*iU #f>^*»S»^*ffiBft3 0m 1 zMz-xmuizxmfemw 

-f&o ?mLtz2 NTkmiki- h U 1 8 0ml ^SSm^iPX-T^^P L 

^«J3. 1 0 gfc&fegJIt U#lo : 2 6 1 °C o 
[0 16 0] 

HitSf!l2 1 -v? n^>^;i/^ 3 - (4-7Wn7i^) -4 

- (e'jy>-4-^f;v) - 4 - >f ^ ^v* 1 ; > - 2 - * > • 

[0161] 



[0 16 2] 

1- (4-7Wn7x^) -5- (tf'j v>-4 ->f ;V) -4-^T^^V* 
>J>-2-*> (ffifBUffim-e&fctiaffr&aO 12 8mg, v?n^>f-;l/ 



[ft 3 6] 




miE#2 004-3038203 



mm 2001-324029 



^-v: 48/ 



x-^/l, 2 9 5 ^1 £&ft^ ^ ^ > 2 . 5ml U IfiCt 2 4 BtM*#-f 

n*;^ :gmx^;i/=i 9 : l) tcioTffillU nbti&it&MZmMX-lUi 
[0 16 3] 

HM#!J3 1- (t + V7>-3-^v) -3- (4-7;^n7x-;i/) 

- 4 - ( y v > - 4 - >f ;v) - 4 - >f ^ r V'J > - 2 - * > 

[0 16 4] 



[0 16 5] 

o »JS : 1 3 2 - 1 3 4to 
[0 16 6] 

HIM4 1- (2-/7M>y» -3- (4-7i^o7x-)b) - 

4- [ (2- (i-(s)-7i-^xf^7^;) tfi; 4 ] -4 

-^5 ^v; >-2 -*y 

[0 16 7] 



Ht3 7] 




tBfiE#2 004-3038203 



#11 2001-324029 



^-v: 49/ 



[ft 3 8] 




[0 16 8] 

4 - (2 nn t: ij v>- 4 — >f -3 - (4-7)^n7x-)i/) -1 
- (2-y7M>-^) -4-^^VJ>-2-t> [mifi##^J 1 (6) "C 
&bti&it&m 5 0mg, (S)-(-)- a -^-f-;l/^>v;i/T^ > 7 9 ju U 
»^y^A5, 5mg, 2, 2' - If* (y7x-W^7^) -1, 1 
' -tff7fiH 5mg, ^h';*>A tert-7K-/K17mg^f 

*7A^n-7^^77^- {^**yy : ftRxf^= i : 2) -cffiMU *Ii£ft 

[0 16 9] 

H»!l 5-12 

ttJ£m*4ftl=r%£> 4 t £ £ «fc 0, IE«<75ft^ 

[0 17 0] 



ttl§iE#2 004-3038203 



#11 2001-324029 



^-v: 50/ 



# 

mi) 



si 



'XXJ , 

7 N— CHg — R 

R 2 






R* 


4to9tllk» 


5 


-b 


1 ! 
/ NH 

0 

0-CH3 


m.p.167°C 


6 




1 

NH 

H 2 C' 


m.p.171°C 


7 


-o 


1 O CH3 

! 11 1 


m.p.191-193°C 


8 


-b 


1 ^ 

CH 
CH 3 


m.p.170-17rC 


9 


N 

-Q 


1 

HN. ^CHvV 


m.p.163°C 


* 

1 0 


,CH 3 

-b 


1 

NH 

H 2 c' 


m.p.248-250°C 


1 1 




1 

H 2 C 
N^CH 2 


B.P.132-134-C 


12* 




1 

0t 6h * 





* : 2«B5*S 



[0171] 



ttltiE# 2004-3038203 



ftpH 2001-324029 



^-v: 51/ 



»M 13 4 - (2-75/t ,, Jy>-4-^^) -1- (2-v77^ 
yV)V) -3- (4-7^n7iiJV) - 4 -4 ^ 2 
[0 17 2] 



[0 17 3] 

1- (2-y7^>-») -3- (4-7^07i-M -4- [2- ( 
4-^ f^fy^>y;V7^7) tf V v > - 4 - >f ;u] - 4 - >T < > - 2 - 

* > (itu§EH»iJ 5 btiZ>Vc&%0) 1 . 5gC25 3 
m 1 £JU0x., 7 OtCtllPWtSo R(£ift*«E«i«U $l@«fiWzK 

■p7^*';it4o ^^-■f-^T*ataL, mu^fcxmmk. mimm.-??* 

y7U«t^o «E11I, »^y'J*W7^D7^'77^- 
(^od*w : ^ ?y-;i/=2 0 : 1) tffllL, St8Efl:£4& 5 72mg?:l 
LTfti, ft&£ : 1 8 2 - 1 8 3t 0 
[0 17 4] 
miMM 14,15 

4- (2 -N--T V7*f D/f;V7< y tf'J v>- 4 ->f^) -1 
- (2->7y^>y>) -3- (4-7i^o7x-Jl/) - 4 - ^ ^ v; > 
-2 

[0 17 5] 



[it 3 9] 




mtiE#2 004-3038203 



#11 2001-324029 



^-v: 52/ 



[ft 4 0] 




[0 17 6] 

4- (2-N, N-v-f y/fn^fjVT^ 7 tf 'J v>- 4 - 
) -1- (2-y7M>y» -3- (4-7^n7x-^) - 4 - >f ^ 
V* 'J > - 2 - * > 
[0 17 7] 
[ft 4 1] 




[0 17 8] 

4- (2-7^t°'Jy>-4-^^) -1- (2-y77^>y» -3- 
(4-7^to7xxjv) - 4 -4 ^ >- 2 -*y (mjfEHWU 1 3 

hfl^it^) 50mg^V7'fn^^D'J K2 0/i 1 <Di&jt* ^U> <DM 
SfcfcattfrU h \) z-^-^T \ y 5 4 ^ 1 fciftTgL iSi:T3 B#(1fl8M$1-£o 



tBSE# 2004-3038203 



#11 2001-324029 



^-v: 53/ 



(^dd^h : r-b b y = 2 o : l ) (aoffilt, HfMt^ (Hifefli i 4 

) 2 2 m g fc&fegu tLx, m&it&vo (mmm is) i o m g zm&m& t 

Lt, -e*ieM!& 0 : 1961: (^«0 1 4) > 1 8 5- 1 8 7t (HM 
«15) o 

[0 17 9] 

I1M16 4- (2-i^y*M-i^ ,| Jy>-4-^l') -1- ( 
2-y7/^>y» -3- (4-7^n7i^V) - 4 - >f ^ ^VV > - 2 

[0 18 0] 



[0181] 

4- (2-^nntf'Jy>-4-'f^) -3- (4-7WD7x-^) -1 
- (2-y7/^>y» 4 - 4 < > - 2 - * > C?£fE###!l 1 (6) tr# 

btizit&m) ig,ft*^5^A5 5mg, i, r -tr^. (V7x^* 

y) 7xn-fc>l37rag, ffc^ h'i7A 6 0 8mg*i^-^2 0 
m 1 KJRfflU — »<k^**H5CT, 8 one Tl 2B#P5SM$-r£o RJ£?R£M 

^y'J*^*7A^D7^77-f- (^4r-9"> : ft»i"f-^= 1 : 2) tCT 



[ft 4 2] 




mtE#2 004-3038203 



#SI 2001-324029 



^-v: 54/ 



*S$£ U flfMt^ 8 8 7 m g *tefe|§ H a H i Ull^o II* : 16 4t 0 
[0 18 2] 

HJfe0U7 1- (2->7^>y» -3- (4-7J^n7x^) 
-4- [2- (3 -fc Kn^ynvf^T^ -/) fcT'j $ 4 ->f ;v] -4--Y 

5 *V'J >- 2 - 
[0 18 3] 

[ft4 3] 




[0 18 4] 

1- (2-y77^>v>) -3- (4-7^07i-^) -4- (2-^ 
— ;i/tf U 5 v>- 4 ->f ;v) -4->f5r/';>-2-^"/ (ftflB 
##f |J 6 ( 2 )Xlimm^m 7 ( 2 ) T-# t> th&it^) 7 0 m g , 3-7577' 
oyV-iHO. 6mg, 2 m 1 8 0 *CT* 5 ISIBHUff-r* 

7-^=19 : 1) K J: «9 «Mtt&, i-x^/J: •JfifS'fkL-C, flifi-ffc^tl 4 4 . 
6 mgWo : 1 6 6 - 1 6 7t 0 
HJfefll 18-24 

MfcWMt&m*. mmm 1 7 1 iwpi*«a-r& - 1 k * ^ > ^2 fE«t<zMb£ 

[0 18 5] 



mfE#2 004-3038203 



#11 2001-324029 



^-v: 55/ 



[£2] 



*2 



R 2 




R' 






1 8 




1 

NH 

H 2 C 

<6 


m.p.174-175 c C 


1 9 


N 

— o 


CH 2 ^CHa 


m.p. 168-169°C 


2 0 


— O 


1 l" 3 
HN 

V CH2 CH 3 


m.p.H5-146*C 


2 1 


1 


1 

HN -CH /CH ^CH 


m.p. 1 89-1 90'C 


2 2 


-o 


Hll X CH 2 \ / CH *\ 
N CH 8 ^CHf OH 


ra.p.166-167"C 


23 


-b 


Hli v ,CH 3 
CH 

CH 3 


m.p.171-172'C 


24 


-b 


HN N ,CH 3 
CH 

CH 3 


m.p. 120-1 22°C 



[0 18 6] 

Hjft09 2 5 1- (2-v7^>y» -3- (4-7^D7x-^) 



aJfiE# 2004-3038203 



#M 2001-324029 



•^-v: 56/ 



- 4 - ( 2 - V 7'n *° * v fc? U 5 v > - 4 - - 4 - ^ *~V*'J > - 2 - 

[0 18 7] 
Mfc 4 4] 




[0 18 8] 

1- (2->7/^>yJV) -3 - (4-7J^o7x^;l/) -4 - (2—* 
*f-)V7s)V7 4 =.)V\£V < Vy-A ->f/U) - 4 ->f ^ /'/'J >- 2 
##M6 (2)Xti?£fE##^J7 (2)X~%htiZ>it^m) 1 0 0mgHV7"n^ 
7 5 m 1 U TK^kf" b 'J •> A 2 6 . 3mg ^Jn^TMS^ 5 B$n« 

(^nn*;vA : y * y -;l/ = 3 0 : 1) i:i ^ffilLt, miit^rW) 6 8 m g 

[0 18 9] 

2 6-35 

o 

[0 19 0] 

H»J2 6 1- (4-7KD7i-^) - 5- (2->fV7*o^7^ 
7 kf'Jy>-4-'f;l/) - 4 - -f ^ > - 2 - * > 



tH|iE#2 004-3038203 



#11 2001-324029 



^-v: 57/ 



7 1- (2-7^n^>V^) -4- [2- (cis-4-fcK 
D^yy^nA^->;|/7> y) t: 1 j > — 4 — ^ ;v] -3-7x^;v-4-^ 
^/'J >- 2 

HJfc0!l2 8 1- (2 -7;U^-o^> -3- (2-7WD7x-^ 

) -4- [2- (cis-4 -H + y") kf'jv>>-4- 

>f ;u] -4-^5 > _ 2 - 3- > 

HM1?!J2 9 1 - (2 --7;v^-n^> -3- (3-7^D7i-JV 
) -4- [2- (cis-4-kKn^yy^DA^yjV757) e'jv>-4- 

;u] -4-^5 ^y*'J > - 2 - * > 

HM^0 3O 3- (3, 4-y'7^to7x^) -1- (2-7^^-n^ 
-4- [2- (cis-4-t Kn + yy^DA^fy;V7^7) fcf'Jv> 
_ 4 _^ ;l/ ] _ 4 _ ^ * ^*>/ij > - 2 - ^- y 

1 3- (1, 3-y'7Wn7x-;v) -1- (2-7;i/*n^ 
-4- [2- (cis-4 -n Kn + yy?DA^y;i/7; /) M")Vy 
- 4 - ^ ;p] - 4 - ^ ^ y* 'j y - 2 - :* y 

»J3 2 3 - (4->ruu7 -1- (2 --7;l/*n^> v;l/) 

-4- [2- (cis-4-liKn^yy^OA^y;i'7^y) t:'Jv>-4-^ 
_ 4 _ ^ ^ ^yij > _ 2 - ^- y 
#d&$13 3 1- (2 -7;i/*n^>v;i/) -4- [2- (cis-4 - tF 
D^ryy^DA^y;V7^7) ll'J y> - 4 - -f ^] -3- (3-^Ky7x 
- 4 ->f ^ >- 2 > 

H»!13 4 1- (4-7iHn7x^iH -5 - (2-^77*f;V7^7 

H»!I3 5 3 - (4 -7^tn7x^)V) -1- (cis-4 - t Fn^y 
n^^rv;i/^ -4- (2-^V7'f^7^7^'Jyy-4-^;i/) - 
4 ->f ^ ^V'j >- 2 > 
[0191] 
HM^II 3 6-39 



ffi|I#2 004-3038203 



#SB 2001-324029 



^-v: 58/ 



^2) o 

[0 19 2] 

mMM3 6 4 - (2 -N-7-bf^75 ^ bTU v>-4 ->f^) -1- ( 
2 - 7;l/:tn^> v'fl/) -3- (4-7^tD7i-^) — 4 -4 $ >- 
2 

HifetRJ3 7 1- (2 -yfriru^v yn,) -3- (4-7WD7x-iV 
) -4 - ( 2 - N - >f V o^;V7Uli , Jy>-4-^l') - 4 - >f ^ ^ V 

> - 2 - * y 

8 4- [2- (cis-4-75yy^o/\Jfy;^;v^;l/7A 
y) ^'Vy>-4-^^] - l- (2 --7;w^-n^> -3- (4-"7;v^ 

D7x-)v) - 4 - >f ^ ^ v; y - 2 - * > 

IO&M3 9 4 - [2- (2-7*^7^7^7^) tf'Jv>- 
4--OV] -1- (2 -7;i/*n^>y;i/) -3- (4-7Hn7x-M - 

4 -4 < W) y-2--ty 

[0 19 3] 

Hifefll 4 0-45 

o 

[0 19 4] 

1114 0 1- (2 -7^5j-n^>v;l/) -3- (4-7WD7i-^ 
) -4- [2- (cis-4-H Kn^fyy^DAdfy^T^y) ^'j^v^-4 

->f ;w] - 4 - >f ^ ^v; > - 2 - * > 

Ii^!)4 1 3- (4-7;Vtn7x-;v) -1- (2-^ h^-/^>y> 
) -4 - [2- (cis-4 -fc KD^fyy^DA^y;i/7^ 7) kf>J^v>-4 
- - 4 - W ^ > - 2 - * > 

HifeflU 2 1- (2-/77^>y» -3- (4-7;^o7x-^) 
-4- [2- ( 1 f-JH^'; v>- 4 ->f ;V7 ^ bTU ^ v>- 4 ->f/l/ 

] - 4 - ^ * ^y>j > - 2 - it y 

3 1- (2->7^>-») -4- [2- 



tti|iE#2 004-3038203 



mm 2001-324029 



^-v: 59/ 



,f-;vtf^'Jy>-4-^^7^/) f'J v/>-4-^H -3- (4 -"7;i/ 

HM$I4 4 3 - (4 -7WD7x^) -4- [2- (cis-4-fcK 
D^fyy^DA^y^7;y) tf V ^ i?y-4 -1- (tf^'Jv>-4 

- a ^-jv) - 4 - 4 \ W) y-2-*y 

^ife#iJ4 5 3 - (4 -7^D7i^)l/) -4- (2 ->r yyne^7< 

y tf> J ^ v>-4 ->f ju) -l - (bf^'J 4 -4-^^r 
y;>-2-^-> 

[0 19 5] 



(1) 2-^nnvfy-3f>i2 2 g £ f- h 9 k: Yuyyy A 4 0ml HJg 
83 U If^ilT, - 7 Ot^Tt^iPU 1. 14M^f;WJf7A-x-f 
;W«2 4 5ml ^iTt^o HfifcT 1 B#PMML 1 BSWjWT 0 *C 1 
fit, S«bJ3Rfi^T lNFM«#-t4o RJ&?fcfc*5 0 0ml SrSnx., ifcS^?" 

[0 19 6] 



[ft 4 5] 




CI 



[0 19 7] 



!Rj£ : 3 



6to 



[0198] 



ttliE#2 004-3038203 



ftffi 2001-324029 



^-v: 60/ 



(2) mm (1) -Cfthtl&fo&yB5 5. lg, tKD + y^7r/S»S4 
9. 2g, tttf^A58. lg^x^;-;V5 5 0mlMU 1 P$ffl 

) ^^y 5 5 g Zm&ffi&t LXn&o 

[0 19 9] 
[ft 4 6] 




[0 2 0 0] 

m& : 1 4 3 °C 0 
[0 2 0 1 ] 

(3) mm (2) X'&btiHt&yn 105gtf en; K 1 2 3 g **&-ffc 

^-T-VV'KJ&iSU MTi:t h 'J xf r/ 9 4 ra 1 JiTi, 
L"C4B|FWt-?)o SJ£*;tK5 0 0ml £ftP;L, mt* * V > "CWtB U IS 

[0 2 0 2] 



tBIE#2 004-3038203 



#11 2001-324029 



^-v: 61/ 



[ft 4 7] 




ci 



[0 2 0 3] 

: i5 3t 0 

[0 2 0 4] 

(4) S«W1T\ MStCT^*^^y-^2 2 0 ml K&JR-f h U * A 3 . 

1 1 g£tJD/U «#^fi¥-T*o £*l**M$U busE (3) "Cfthti&4t&®4 0 
g£?JDx-> IfitlSffW^o RJSMlCte7K^-T-;V2 2 0 ml £JP;i, >P 
•»^Pt*1-^o 5 Ii:*^T t: t 4 N»y t ^ t >?§f 6 2 m 1 *K\\z.X 

, M^-t7^ h^iB-ei&^-r&o «EE«M8U 2- ( 

2 nn e U v>- 4 ->f ;V) - 2 , 2 - yih^v W7r/2 6. 9g 

[0 2 0 5] 



ftfiE# 2004-3038203 



mi 2001-324029 



^-v: 62/ 



{it A 8] 



H 3 C^ ^pH 3 
H 2 C-0 p-CH 2 




CI 

[0 2 0 6] 

(5) mfffi (4) -enhti2>it&'%0 2 0 g*rb9tKn75>50mli:» 
j^LfcilFiS&Jjc^U 4-7;vtn7x^;WVy7t-M 1. 2 g SrfSTI" 
*o iTt, R(SiS*:«JEift*&U t#<b*i£$HW^±M3 0m 1 ^SPxTg 
S^TMW-T^o 7jO£ L/w 2 NTKm^fb^- h V * 18 0ml 

fciD/tTfjftiu #fmn£iajftlfe, 7K^<t^--r;v-e^i-^o 6 0°c^rii 
BWSilftU 5- (2 -^nntf'J v>-4 ->f;u) -1- (4-7^t07x^ 
- 4 - >f 5 ^V*D >-2-t>2 2. 3g £4frfe*SiH ^ U#^o 
[0 2 0 7] 



CI 

[0 2 0 8] 

il* : 2 7 0t o 
[0 2 0 9] 

(6) MIS (5) -C%bflZ>VC&® 1 0 gt^fWAT^ K5 0mlC 



[<fc4 9] 




ttliE#2 004-3038203 



mm 2001-324029 



^-v: 63/ 



mm U 7^T, 6 3 f^Al. 4 6 g =SrSnx.^m. ISi:t 3 0 

iP*.fc&, ^KT3M«-f &o RS«7Jc^tK2 5 0ml SfeBfc-*- 

(2 -?nn tf'J -4 fr) -3- (4-7Wn7i-f) -1- (2 

-77/^7 VJV) - 4 - >f * ^V'J >-2-t>l 1. 4 g £fefeg H H H fclt 

[0 2 10] 



[0211] 

K£ : l 0 9°C 0 
[0212] 

###!|2 

4-7w^jv> mms*) *mft<t&vo£Lx, mmmmn (2) - 

(4) £M&t<D%m*ft 3 )ZbK£*)* 2, 2-yih^v-2-H''Jy>-4 
[0 2 13] 



Hk5 0] 




m»E#2 004-3038203 



#H 2001-324029 



-^-v: 64/ 



Hfc 5 1] 

H 3 C^ ^CH 3 
H 2 C-0 ^-CHa 
f f^Y C -CH 2 — NH 2 



[0214] 

14 ar : 2 6 1 <C o 
[0 2 15] 

##M 3 

(1) 3, 3-y'n^y-2-^/>100g, N, N-v^i^*;^ 

*o R(£i£*#*P&, iD±iiLtl-y^^7^-4, 4-v^h^v- 
1 -A>f>-3 1 4 1 g £#£ 0 

[0 2 16] 
lit 5 2 ] 



CH 3 



H 3 C, 
H 



o 



[0 2 17] 

(2) ffffi (1) -enhti&it&Wl 4 I gZJ ?S-Jl>& 0 0ml H»»L 
, f«l 14g, 28%th';fA>h^yK-^^y-;i/2 9 2 g £*JPx. 
7 0*C-e3WFKia^-r*o U iM^f^2 1 5 gSriiHT 

tio W«**t5fe^ ^ IiLT4- (1, -2- 



ttilE# 2004-3038203 



&m 2001-324029 



t-iS: 65/ 



[0 2 18] 
[it 5 3] 



H 3 C-O v p-CH 3 

H 3 C' S 
[0 2 19] 

(3) buIE (2) -r?&hfiZ>it&W 1 4 2 g£T-tr h > 5 7 0 m 1 Ki§#U 
7k<£T\ 6MJ&M1 14ml £JPx., lfit?3HKll#t*o tM 5 0m 1 i 

■CI- (2 - ^W^7 7- ^fefV ^ v>-4 i^/>107g^# 

o 

[0 2 2 0] 
Mb 5 4] 



o 

II 

fTV c ^H 3 

H 3 C' S 



[0 2 2 1 ] 

###!|4 

(1) 4 - ^ □ n - 2 - > f ;v 7 7 - ;v 'J v>' > 1 6 . 4g, h V -/-f- 

7A (I I) y^D'J Kl. 4 3 g , j;>fH*A7 5 Kl 00ml <om^r^a 
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